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CI..AIMS 




1 . A compound of \the general formula I 



(i: 



Y 



or a salt thereof , 
in which 

Y represents a halogen\ atom, an optionally substituted 
cycloalkyl, aryl, C-linked heteroaryl or 
heterocyclylalkyl group\ or a group -NR^R^; v;here 

R^ represents a hydrogen atom or an optionally 
substituted alkyl, alkenyl or alkynyl group; 

R^ represents an optionally substituted alkyl, alkenyl, 
alkynyl, cycloalkyl, arylXor aralkyl group; or 

R^ and together with the\ inter j acent nitrogen atom 
represent an optionally substituted heterocyclic group or 
an amino group derived f x'om \an optionally substituted 
amino acid ester; 

for use in the treatment and/pr prophylaxis of a disease 
caused by infection with a parasite other than an 
organism of the genus Plasmodium . 



2 . A compound according to cla!^m J^in which Y 
represents a halogen atom. 



0^ 
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\ ^ I 

C*^ 3. A compound aciording to claim 1 or claim 2 in which 

Y represents a fluorine or bromine ^atom. 



15 



20 



25 



30 



4 . A compound according to claim l^in which Y 
5 represents a C^.^ cyclWlkyl group, a Cg.ig aryl group, a 5- 

to 10-membered C-linkfed heteroaryl group or a 5- to 10- 
membered heterocyclyl Ac^.g alkyl group, each group being 
optionally substituted by one or more substituents 
selected from the group consisting of halogen atoms, 
10 hydroxyl, C^.^ alkyl, C2.\ alkenyl, haloalkyl, C^.^ 

alkoxy, amino, C^.^ alk^lamino, 01(0^.4 alkyl) amino, 
carboxyl, Cg.io ^^yl/ ^ ti) 10-membered heterocyclic and C^.^ 
alkyl- or phenyl-substituted 5- to 10-membered 
heterocyclic groups. 



5 . A compound according to claim 4 in which Y 
represents a Cg.ie aryl group optiona^y substituted by one 
or more substituents selecded from the group consisting 
of halogen atoms, hydroxyl , \ C^.^ alkyl, C2.4 alkenyl, C^.^ 
haloalkyl, C^.^ alkoxy, C^.^ hkloalkoxy, amino, C^.^ 
alkylamino, di (C^.^ alkyl) amimo and carboxyl groups. 



6 . A compound according to c£laim^4 or claim 5 in which 
Y represents a phenyl, naphthyiL, anthryl or phenanthryl 
group, each group being optionklly substituted by one or 
more substituents selected frot^ the group consisting of 
halogen atoms and hydroxyl, metliyl, vinyl, C^.^ alkoxy and 
carboxyl groups . 



7 . A compound according to any ox/e of cl aims 4 to 6 in 
which Y represents a phenyl, fludrophenyl chlorophenyl, 
bromophenyl , trimethylphenyl , vin^f Iphenyl , methoxyphenyl , 



O 
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dimethoxyphenyl , \trimethoxyphenyl , carboxylphenyl , 
naphthyl, hydroxyViaphthyl , methoxynaphthyl , anthryl or 
phenanthryl group! 



8 . A compound acdording to any one of claims- 4 to 7 in 
which Y represents k phenyl or t rime t ho xypheny 1 ' group . 



10 



15 



20 



9. A "compound accoording to claim '1 in which Y 
represents a group -mR^R^ v;here R^ represents a hydrogen 
atom or a C^.^ alkyl gtroup and R^ represents a C^.^ alkyl, 
C3.8 cycloalkyl, Cg.io ^tyl or C-,,^^ aralkyl group, or R^ and 
R^ together with the interjacent nitrogen atom represent a 
5- to 10-membered heterocyclic group or an amino group 
derived from a C^.g alk^l ester of an amino acid, each 
group being optionally Substituted by one or more 
substituents selected from the group consisting of 
halogen atom.s, C^.^ alkylV C^.^ haloalkyl, C^.g 
alkoxycarbonyl, phenyl, halophenyl, C^.^ alkylphenyl, C^.^ 
haloalkylphenyl , C^.^ alkd^yphenyl , benzyl, pyridyl and 
pyrimidinyl groups . 



25 



30 



10 . A compound according fto claim g/in which Y 
represents a group -NR^R^ wnere R^ represents a hydrogen 
atom or a C^.^ alkyl group aAd R^ represents a C^.^ alkyl, 
C3.6 cycloalkyl, phenyl or kJpnzyl group, or R^ and R^ 
together with the interjacent nitrogen atom represent a 
6- to 10-membered heterocyclic group or an amino group 
derived from a C^_^ alkyl ester of an amino acid, each 
group being optionally substituted by one or more 
substituents selected from tha group consisting of 
halogen atoms, C^.^ haloalkyl , k^.^ alkoxycarbonyl , phenyl, 
halophenyl, C^.^ alkylphenyl, Ci\ haloalkylphenyl, C^_^ 
alkoxyphenyl , benzyl, pyridyl ari»^ pyrimidinyl groups 
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10 



11. A compound \according to claim 9 oiE^claim 10 in which 
Y represents a propylamine, cyclopentylamino, . 
cyclohexylamino, \phenylamino, f luorophenylamino, 
chlorophenylaminoi, bromophenylamino , iodophenylamino , 
methoxycarbonylphfenylamino, biphenylamino, benzylamino, 
f luorobenzylaminoA bis (trif luoromethyl) benzylamino, 
phenylethylamino, phenyl -me thoxycarbonylmethylamino, 
diethylamino, morpAolinyl, thiomorpholinyl , 
morpholinosulphonylV indolinyl , tetrahydroisoquinolinyl , 
phenylpiperazinyl , f luorophenylpiperazinyl , 
chlorophenylpiperaziViyl , methylphenylpiperazinyl , 
trif luoromethylphenyipiperazinyl , 
me thoxyphenylpiperaziViyl , benzylpiperazinyl , 
pyridylpiperazinyl ana pyrimidinylpiperazinyl group. 



15 



20 



12. A compound accordi:^g to any orte^ of claims 9 to 11 in 
v/hich y represents a probylamino, phenylamino, 
bromophenylamino , iodophfenylamino , biphenylamino , 
benzylamino, bis (trif luqromethyl) benzylamino, 
phenylethylamino , phenyl -me thoxycarbonylmethylamino or 
morphol inyl group . 



25 



13 . A compound according do an^^one of the preceding 
claims in which the parasite is an organism of the genus 
Neospora or the genus Eimerla . 



30 



14 . Use of a compound on the general formula I as 
defined in any one of clai^ms A/t:o 12 for the manufacture 
of a medicament for the treatment and/or prophylaxis of a 
disease caused by inf ectiora with a parasite other than an 
organism of the genus Plasmodium . 
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15. Use according to clpim 14^in which the parasite is 
an organism of the genus[ ^^epora or the' genus Eimeria . 




10 



oV tl 



16, A compound or the general formula I as defined in 
any one of claims \l to 12, v;ith the proviso that, when Y 
is a group -NR^R^ ^d R^ represents a phenyl, 3-- 
chlorophenyl, 4-chiorophenyl , 3 -bromophenyl , 4- 
bromophenyl, 4 -iodophenyl , 4 -methylphenyl , 4- 
methoxyphenyl; 3 -catboxylphenyl or 4 -carboxylphenyl 
group, then is an\ opt ionally substituted alkyl group. 



15 



17. A process for the preparation of a compound of the 
general formula I accordi.ng^to claim 16 v/hich comprises 
reacting a compound of ^the general formula II 



oa 



(II) 



20 



25 



30 



in which Q represents a hydrog^en atom or trimethylsilyl 
group, with a suitable halogenating agent to form a 
compound of the general formula! I in v/hich Y represents a 
halogen atom; and, if desired, reacting the compound of 
general formula I thus formed either v/ith a Grignard 
reagent of the general formula YMgX where Y is an 
optionally substituted cycloalkyll aryl , C-linked 
heteroaryl or heterocyclylalkyl gnoup and X is a halogen 
atom to form a compound of general\ formula I in which Y 
represents an optionally substituted cycloalkyl, aryl, C- 
linked heteroaryl or heterocycly lalK\yl group or with an 
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AZ-^-C^^^^^^mine of the genera\ formula HNR^R^ where and R^ are as 
VJ defined in claim 13 \to. form a compound of general formula 

I in which Y represents a group -NR^R^ where R^ and R^ are 

as defined above. \ 



18 . A process according to claim 17' "in which a compound 
of the general formula I in which Y represents a bromine 
atom is generated in situ by reacting a compound of the 
general formula II in which Q represents a trimethylsilyl 
10 group with bromotrimethylsilane . 




A process for the\ preparation of a compound of the 
general formula I according to claim IQ^xn which Y 
represents an optionally substituted cycloalkyl, aryl, C- 
15 linked heteroaryl or hetferocyclylalkyl group which 

comprises reacting 9 , 10 -anhydroartemisinin with a 
compound of the general dprmula Y-H, where Y is as 
defined above, in the presence of a suitable Lewis acid. 



20 20 . A process for the preparation of a compound of the 

general formula I as define^ in claim) 1 in which Y 
reoresents an optionally substituted aryl or C- linked 
heteroaryl group which comprises reacting 10- 
trichloroacetimidoyl-10 -deoxaartemisinin v/ith a compound 

25 of the general formula Y-H, where Y is defined above, in 

the presence of a suitable Lewis acid. 



21- A process according to claim 18/ in which the 10- 
trichloroacetimidoyl-10 -deoxoartemisnin is generated in 
30 situ by reacting a compound of formula II as defined in 

claim 17 in which Q represents a hydrogen atom with 
tr ichloroacetonitrile in the presence of a suitable base 
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22. A process for tthe preparation of a compound of the 
general formula I as\ defined in clainTl in which Y 
represents an option^ly siibstituted aryl or C- linked 
heteroaryl group whicA comprises reacting a 10- 
acyloxyartemisinin compound in which the acyloxy group is 
of formula A- {C=0) -O- , \where A represents an ' opt ionally 
substituted alkyl, cyclbalkyl, aryl, aralkyl, 
heterocyclic or polycycMc group, with a compound of the 
general formula Y-K, wheVe Y is as defined above, in the 
presence of a Lewis acid.) 



23. A pharmaceutical composition which comprises a 
carrier and, as active ingredient, a compound of the 
general formula I according to claim^i6. 



24 . A compound of t^ general formula I" according to 
claim 16 for use in. the treatment and/or prophylaxis of a 
disease caused by infeWion with a parasite of the genus 
Plasmodium. 



25. Use of a compound oo the general formula I according 
to Claim. 16 for the manufacture of a medicament for the 
treatment and/or prophyla>ais of a disease caused by 
infection with a parasite &f the genus Plasmodium . 



26, A method for treating a disease caused by infection 
with a parasite other than an organism of the genus 
Plasmodium which comprises administering to a host in 
need of such treatment a therapeutically effective amount 
of a compound of the general formula I as defined in 
claim |1 . 
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27. A method for tireating a disease caused by infection 
with a parasite of the genus Plasmodium which comprises 
administering to a tio^t in need of such treatment a 
therapeutically effelrtive amount of a compound of the 
general formula I accbrding to claitn 16 , 




